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AR & EH NI XN -F, H-ROVEAE— S WU RSt 7 %0 R~ -RM-R & H IR, -XON
OH, -R, A -F, H-RONE o £ EEHUP K SEHt 7 5 5 -R v -R,-Ry s -R MI-R % A AT 3% 5
ST, H-X00-OHo £ — S8 U St 7 S -R Ry -RyAI-R, 2% H A7 L [ 2R -
XN -Ful-0H, H-R VS -FEGT . SR T, 38 U A K B £ UL & v A 5 12 1 AL B AL Y B
=PI JFEEAE-R Ry Ry« R AR E PR B AR

[0092] {5y, £ — LE TR R St 77 S8, XOA-0H, -R Ry« -R, MI-R, % H MR, H-R 9 -He
TR — A, A — L B St 7 S 08 -F 5 -R Ry Ry IR % H ORI RN -He
FE 57— NSl £ S U S5 S P XA -R, % H N -F, H-R R, R AT-R % H N -
Ho VR 30— AR, E — L HUYT 0 SE it 7 58 XM -0, -R 9 -F, H-R |+ -Ry«-R AT-R 25
A-He

[0093]  7£—SEFUH A St 7 ZEHh , - XN -F () o i, — L5 R S8 5 72 -R b H0 -
I FE-XALH) -F , 7E-R |« -R, AR 1 BB — AL -H, ARAE -RALH -Ho 7E— S5 UL &
Yo, -XON-F, R MR S8R — A -0, H-Ry Ry FI-R o A8 — Sy -Ho £E — Le oA T34
A&, - XN -F, R A0-Ry A R — AN -7, H-R R AR AR AN D -H AR AR T
WSS TT S -XO8-F 5 =R~ -Ry s -RyA-R, A RE— AN -0 B RO -HL IR BT 1 oAb -X
HNF5 =R -Rys -RyM-R, A B EE— A -01, H-ROA-HEI 540

[0094] 75— U P A Sl 7 S v, - XORT-R, 9 2 984k . Bl , 75 — L2 B A L & 9 e, X
F-RA I — AR -F, -RA I H-Ry 3 -RyRI-R, A A B — Ay -Ho 75— BE LA T390 4 St
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i E=H -XHA-R AR — AN -F, H-R Ry -RA-R A IR — AN - I

[0095]  7E— UL i 77 R, - XA -C1 (&) - B an, — S FUH i 4k & P 6L & 75 - R 4k
H -7, £E-XAR I -CL, 7E-R |~ -R, M -R, W B8 — DAL B -H, P AE -R AL -Ho £E — LE T )
&, -XN-Cl, -RM-R, W B8 — DA -I1, B-R -RAM-R AR — ANy -Ho AE— L85
A&, - X -CL, -R, M -R,H R — A Jy- 91, H-R-R, M-R A IR — 4> Jy-He
FEHAR TR S5 =, - XN -CL, -R v -Ry s -R AR A EE— M-I, H-ROA-Ho B Tl
T HH-XA-CL, -R v Ry -RA-R, W B — A -, H-ROA-HEIH S

[0096]  7£—SETMAM St 7 b, - XRI-RIZEEAL Bl 0, 76— L HUR P b &4, -X
A-R A RE— AN -CL, -R, -1, H-R, Ry =R, WP B BE— AN Dy -Ho £ — L8 H A U1 ) S it
Ji &, -XF-R AR —AR-CL, H-R Ry -R AR, R — AR -7

[0097]  7E—SE TN S 7 b, - XRI-RIHZ 0 4k B 0, 76— L HUR P A &4, -X
N-Cl.-Br-184-F,-R,N-Cl.-Br.-T8-F, -R, 971, H-R «-R,FA-R, A 8 — A g-Ho fE—
S F At U A s it 5 5, -XO9-C1.-Br -18G-F, -R. 4 -CL.-Br.-184-F, H-R . -R,.-R, Al
R, IR =T

[0098]  7F—LETRUHI STt 77 S, HARFG YT 0 v PR R IRE AH 5C IR0 50 A 98 AL e IfL s
PR BRI REFAR B Th REAS 2 JIE R R0 R T o (1) 2220 — o £ — S FU0 1) SE Tt 7 22 5 1%
HEWRT TR T o e R R TURE 255 v PRI ITLE AH 9 (93 0 2 AR R0 100, o

(00991 mI{sfi FH & Mg A4 o8 it FH AR 4 A K BH 3= R H &4 s A2 38 IR W E 46 V&K
A RIS 22 ARG B (9] L g B s L A 5) A/ B F RN I i 8, e an A SOl R
T B AN BHE R SERKA SULPY SR P ST P S PN B PN O ek PR i R G
VES B LIk, BT IR 4G ia i 1k IR N Bl Ik P i A

[0100] A BA M 245 b mT 43252 2 A mT DL CAAEART 1l o] 33252 () 300 B kA7 1 IRt Y 1%
B FEEABR T« B 7 BE S B 77 S B VF R B 2R T (wafer) « 17 Bl L V7 F/
BV RAE “VRIT A & 218 7 T SO 0 B R A AR I PR = AE B SR I 21
21 RGBS E N B AE W) B R 2 RO A S 2 W A S VD B 1 5 R T A R 15 sk
b sUA, kb AR BEEAY TR T AT BA S b i 2

[0101] X THEYF FIHHRIA G &, N1z AR 2207 € ) &8 18 58 B T B ]
T T A P ER H ) o AL, B AZ A TR 21 B U B4 & 10 () 2 2 i 25 AR Ak AR T, T8
il &M DA R G 7 AR 80 AR AR S b Bl N AT AL () d5e /N B A AE

[0102]  AR¥E A< i BH 3 B ) 26 & P 1 75 vT DAAR R (B LA 7 T 2 A1) iR 97 0 NI A8
Al B AR B, 95 L RPRE IR BIO™ B RS, i FH s AR AN A, DL A BT A ) BAR & b i —
TR EY, 2 TR 24 i £ 3l , 1% il % N0, 01 8 500me/ ke A 8 /K, EARIEO . 15 100mg/
kgl H /K, 800. 18 50mg/kg R B /K o 7E — LS IR 1) St 77 28 v, Fridk 26 &4 LA 557 2 it
F o #E— S TUH I S it 77 22, Bk 206 L 22 550 i FH o 38 591 5 140 it FH R AR — R R )
() PN 40 W0t FH 5 5 EL AT DA s R 1- 109K A R 1 - 5% B it FH 1 -4 7k B3 B K it
F2-4 o N — AN EERTE , R v 97 B9 N it (R 46 P i 55 & AT B2 10-250mg/ K+ 10-
100mg/ k& 20-75mg/ K . 50-250mg/ K + 100-200mg/ K B AF ] oAl & & 1 & .

[0103]  SCT-SfIE B A, 18 & TUHAL B4 LA RS B B IR T R 7R & 5l DA R
AR Hh Bl R P AT ARRA B 7 B R it
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[0104]  FiR4E B A R A 2544, AR 418 A< i BH 32 R ) A0 & A 4G P b DL A SR 2
A7 15 5E 2210002 e « B8 5 107308 2250022 b« H il 5 1028 7d 22502 v i B A7 75 . AUt
Fe TS B AL B A A7 P B4R A B9 B R BLAEO . InMAT 100wM 2 7] , 5 38 5 78 InMAT 50uM2 [7]
538 % £ 10nMAT 10uMZ 4]

[0105] Ak B EBUATRBE T H TR Y7 5 i IR R IUE B PR 958 BS00R IRUAE 2 1R 998 D i 4k
VLA AN T o B PR I 7 2 mT DAL it FH AR A L 2 T 2 i A DL 2
&l H 252 E a2 A9 -

[0106]

A1

[0107]  FESXFERIM A, -X P A -OH -OR -0C (0) R+ -NH,++-NO,+ ~SO,R+ ~CN. -SO,H. -
CHO.-COOH.-COC1.-CONH,-F-C1.-Brl-T, Hi -RAJ LAJ& -H. -C, -C, Fedk 5l -C, - C, J A Kt
B o RN - E-He HF HILH R Ry -R FI-R % F ST 3% 1 -HL -7, -F . -C1.-Br. -
I.-CN\-C,~Cy -kt dECy-C,~ 75 3 IR -C,-C - 25 C -C, - AU B - R - R -C -
Cy~ BEIERIIE L - = HUH 45 L -C -Cy - BEBt 4L L -C -Cy- BiidiE L -C - C, - e LM 45 L -C,-Cy
BB IS - C,-Cy - LMk S 2 L -0-R, v ~S,Ry+ ~S0, R, ~ ~NHSO,RFI-NHCO,R,, , Fe H -R Ay el
ZEHk, HAT I 1 23N H -C,-Cy -t Bk -C,-Cy - 77 25 -C,-C - B BB AN T 3 A Je -C, -
Cyo~ FRHE A J5 HE I HE AR, I H 1 -C, - C, - R BE 2 05 B v ) 2 S 9 A

[0108]  FF—LLFUHI A St S, - X0 3R B -OH. i, —LE U AL S &5 78 -R A4k
K- B -H, £E -XAL [ -F L -C1. -Br - TE(-OH, ££-R |+ -Ry A1 -R, F1-R A R BE— AN AL -Ho £E—
UL &,

[0109]  -X34-F.-Cl,-Br.-[8-0H, -R Fl-R, H 45— A -5k -H, F-R, -R,F1-R, o )45
— AN -HAE— L HAR T M &b, -X 9 -F L -C1. -Br - 18{-OH, -R, F1-R,H (- — Ay -
JREk-H, H-Ry R AR BE— Ay -Ho AR LA U S0t 7 S 5 -XN-F-C1\-Br. -1
8-0H, -R -Ry~ -R, M -R, H IR — AN - FE-H, B-ROA-H AE— L8 TUH AL &4, i,
Hotr-XA-F.-Cl-Br - TH-0H, -R, R, -R,AI-R, 1 {4 — A A~ SiE-H, H-R_A-H,

[o110]  FE—LL T A L5 S, - X0 g 3R 8- OH. i, — L5 FURH AL S 5 78 -R 4k
f¥)-J1, 7E-XAb I -F L -C1-Br - T8 -OH, £ R, -R,F1-R AI-R (1) 4F— N b 1) -Ho 72— 251
AR A Y, - XA -F-CL\-Br - 18001, R, FI-R, B — AN A -51, H-R)~-RRI-R A
B AN AE AL BN &, - XON-F-C1 . -Br. - T8k-O0H, -R, Al-R, A )B4
NG H-R R AR A B A -Ho AR T A0 SE T S -XON-F L -Cl\-Br - 187~
OH, =Ry~ -Ry~~R AR 8 — AN -0, H-RON-Ho £ — S HUH A &9 b, Bl , Herpr-X
N-F.-Cl.-Br.-18%-0H, R, +-R,«-R,M-R,HH & —A M-I, H-RV-HAE—EEHU L &
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Yy, -XN-F.-C1.-Br.-18¢-0H, -R,Jy-F.-Cl.-Br.-I8¢(-0H, H.-R,+-R,-R F-R A -H.
[0111]  7E— e TSt 7 S, - XAN-R I Z XA il , 78— S R L&, -X
A-R A EE— A% H -FL-C1-Brl-T, -R, -7, H-R,«-R,F1-R, B — ANy -Ho fE— L8
H AT St 7 S8, - XRI-Ro AP IR — N HiE H -FL-C1L-Braf-T, H-R +-R,+-R,A1-R,
RN -

[0112] AR W EUA TR AL 1 TFI6 77 5 v R IR I AE B XURE 2K R DL AL &4 AL 5 )
A5, Fe b R 55 490 G — o ol 2 o 2 W S TR A1) 771 Can 0 P e I B MR [ A7 )
fib FEVL R (topiroxostat) HLEEAA L EY)) WA GBTT . FrHUHIIAL &) AL & A
712 AT AR it FH A 200 ) A0 B MR S i A AN 24 5 b R 52 3 DL R &4
s L2 B A M AL

[0113]

A1

(01141 FESXFERIM A, -X P LA -OH\ -OR+ -0C (0) R+ -NH,++-NO,+ ~SO,R+ ~CN+ -SO,H. -
CHO.-COOH.-COC1.-CONH,+-F-C1.-Brl-T, Hi -RAJ LS -H. -C, -C, Fedk 5l -C, - C, J AR Kt
B o -R M-S E-Hs HF HILH -R Ry -RFI-R % F S 3% 1 -H -7, -F . -C1.-Br. -
I.-CN\-C,~Cy- ki dECy-C,~ 75 5 IR -C,-C - 25 C -C, - AU B - R - R -C -
Cy~ WEIERIIE L - = HUHF 4L -C -Cy - BEBt 4L L -C -Cy- Bifnidik L -C, - C, - e LM 45 L -C,-Cy
B AU BiHE - C,-Cy - ek 22 L -0-R,+ -S,Ry+ ~S0, R, ~ ~NHSO,R FI-NHCO,R,, , Fe H -R Ay el
ZEHk, HAT I 1 23N H -C,-Cy -t Bk -C,-Cy - 77 25 -C,-C - B BB AN T 3 A Je -C, -
Cyo FRFE AR J5 HE I HE AR, I H 1 -C - C, - R BE 2 05 B v ) 2% S R A

[0115]  FE—LL TR St S b, - X0 e 3R 8- OH. i, — L5 U AL S &5 78 -R 4k
K- B -H, £E -XAL [ -F L -C1. -Br - TE(-OH, ££-R |+ -Ry A1-R, FI-R A R BE— AN AL -Ho £E—
TR S, - XA -F-Cl.-Br.-18{-OH, -R,FI-R, ({15 — K- Jis-H, B-R,\-R,
AR ) B — DN -Ho £ — S HAB TR L S, -XON-F . -C1.-Br - 18(-O0H, -R, F1-R,H
RE— A -JRE-H, HL-R R AR B AN - Ho £E AR T A St S8, - XON-F -
Cl\-Br\-T8-0H, -R,+-Ry~-R AI-R, H A4 — Ny - el -1, H RN -Ho £ L FU R AL 54
o, il FeH X -F L -CLy -Bry - 18-0H, -R,-Ry« -RFI-R, H A — - il -H, B-R M-
Ho

[o116]  FE—LL TR L7 S, - X0 i 3R 8- OH. il —LE U AL S 5 78 -R 4k
f¥)-JT, 7E-XAb ¥ -F L -C1-Br - T8 -OH, £ -R, . -R,F1-R AI-R (1) F— N b 1) -Ho 72— L5 1)
AR A Y, - XA -F-CL\-Br - 18001, -R, FI-R, B — AN A -5, H-R)~-RRI-R A
B AN -HoAE AL BN AL &, - XON-F-C1 . -Br. - T8k-O0H, -R, Al-R, A )B4
NG H-R R AR A B A -Ho AEHAR T A0 Lt T SR -XON-F L -C1\-Br - 187~
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OH, R, -R,+ -R,MI-R B AE— AN -1, H-R v -Ho £ — LTI AL &4 o, il , Her -X
H-F.-Cl.-Br-T8-0H, -R +-R,~-R,A-R S {EE— A N7, H-ROA-HoAE— LWL &
Yy, -XN-F.-Cl.-Br.-18¢-0H, -R,Jy-F.-Cl1.-Br.-I5¢(-0H, H.-R,+-R,-R F1-R A -H.
[0117] 75— L TR ) St 5 & o, - XORT-R M40 i Ak o 20, 76— L8 U I A S 4, -X
A-R A EE— A% H -FL-C1-Brli-T, -R, -7, H-R,«-RF-R, B — ANy -Ho fE— L8
HAt FUR R St 7 S, - XA-RyFP IR — N HIEH -FL-CL -Bral-T, H-R, . -R, -R FI-R,
AN

[0118] LU 1 St 7 S o R V87 IR0 D0 A2 Jr IR sy L s AR PR A (1 22— il
[0119]  ASCHTCE A S RIARIE “2522 EnT 2 &L R IR EL sl 2 , G 1 5 A sk
A AL SR AT A I 2 0 B B A L I ELAIC 128 VA R I AR S T B A )
H I RE X R ER AN R 2, (W% SS) M TENLR LA HUER 8 » LA SR VE A 2 (UK IR
Ry Pk i BT LB o B 0 25 S BB (E AR T IR &, 41 U0 ER IR & L B IR 2 L SRR £k L 3
RIREE AWML AL IR AL B B SRR £k N W AR IR A IR £ Y AR R IR 26
FGERB IR 2h R IR 26 £ — R #h \2- FR B SRR 2L LR 3R R R 2L L 2- S AR
BRER TR #h A IR Eh  FLIR #h IR IR £ K R B A E R L DU LR 6 IR SRR 2
BRIHMR AL & YR AL BoRIR AL IR Bh 2k oK IR #h SR £ R 4R #h VBEREIR (2
2 \HOOC- (CH,) , -COOH, HHinhy0-4) #h%%.

(01201 Sl , 2527 BRI 552 (U BH & T AL ARG EAN R T A B0 85 B0 BRI 2 o AR 450 5 T
BRN RN R BIASTIR BE R A P B oA 24 27 B R 432 (8 B, 2557 BT HE R IR
Hh BB R WT DI AT AR A 2 5 2 A B R A I 4 (K BRAR AL S ok B R T T
IR ER AT LI s X A 5 1) i 1 R i A K S AL S T R A A B R A K
HH BE A LT T PP B P o )R B R AT SRR A 6 5 38R S DI e i FH AR K P I, 4
Bk TR W8 OB RN O . &R ) 5K 2 JlRemington’s Pharmaceutical
Sciences, 517/ ,Mack Publishing Company,Easton,Pa., 198555141871,

(01211 R “VE ALY 2 Fir Rl VA 71 AL & 0 B R ELAE BT TR SR 50« 38 RV 77
W R 2% b2 MR, WoKEH, G5 — K&K G .

[0122] AR WIERAE T &9, UL R AR D — Pl a2 ik 4 25 W) AN 24 5% 1 n] 132 52 1) 3 s 1
IR ALE ) - AL T T AR W SEOE T T e AL ah P s il i AL 5 0 2L S
R B A SCRR LA AL A ) L 2 57 RT3 2 1 £ AT TS B S ) AT
%,

[0123] A BIAL & W 257 b T 5252 1 B B0 4505 B 2425 BT 3R 2 O LR S EHLBR . A
HLERANA HLBRT Eh o A& IR EL M S 46 TR 3h O R 3R R IR #h R A E R 2 R R
B REEIR B BRI AL T IR AL AR IR L RN R £ AR R IR i L R A0 Y PR L A
PR EE - “he AR R & L LRI AL PR B IR AR I BER E (glucoheptanoate) H
AR EL  CBFIR L PR ER h  PRIR 2h  CURR 2L L Hh MR 2 SRR 26 AR &6 . 2- R 2k 1R
B FLBREL ORI H VI IR AL I REIR Eh . 2- ZEMIR B R B L PR £h L FEIR L (XU R IR
th (palmoate) R ALIR L I BRIR &k 3 - R YR 2 W PR 2 R IR £ HT IR 2 N IR 26
IR & BRIAIR £ B £k I A IR B B FEURR 2 SRR R s A+ — be iR B o HoAh R (e
MR) BARHA G AR 2y BT (Hn] F il s R SRS A R AL &9 b 2425 ]
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P32 BN G B TR AR B EE

[0124]  RE 2525 ERIHRAZ (07 45 LU S5 Frad SR Wi B 77 BRI 711 a6 205 #1771 1)
Fot o AR I W 2 H o

[0125] R “f & Wit 1™ sl Tt FH AL & 47 BTt AL 07 Fe 48 100 5 2067 2 il
AR B AV 825 S VI AT 9 o 2 T A e 5 22 A & 0, 3 DIt e 3 (7D i
T e vb 3L ) it P g 8 b 2L o) 0 Rt P 5 s 44 e 7 R A & W D 47T P AR s ok
Jits P o 65 330 AT B S 7R (Y NP 3 )i P 66 7 24 5 A S BRI IS 26— R AL &4 LA T &
HIEAF(E T B E RN .

[0126] Y5 [ 3& 4B 1r) 3h A0 F 4 J (491 g R e ) 26 B b 4 8 (19 G B L 4) 3k B AN
(CL-4fedk) ,Eh o AR IR AR T A STA TFHI AL S WD AT AT Bl 1 25 R0 [ 2= i A 1 3
T3 = A A T DASRAS /K P 1 sl v 2 s m] 0 5 7= 0

[0127] A B 2 AL & W) AT AT AN 0 Bk S 7T A LAAI I e slond e e g 44 e 4R % 2, 41
4n (R) B (S) R ZUAFAE o AL, DA SCASE Y (R A T 1 2 A 5 4 T A BT RE IR S A A L e % St
FE PR B VR 5 v 1) — (¥ 8 2 R A A B Al iK' 7 S A A e W SR 5 ) « 2
LB 7 S, AR WAL S8R R A s 2 R AR A SR A X e S A A
RIS H T VR 0 o 2 FL A S 5 58 o 5 A B A S8 A R0 T A S A R B A S Y i
SE FRI0T TR S5 K A2 B DR 23 (BT 250 %6) o 78 FUAt St 75 8 v 5 A A B A4 S8 6 o 5 T A
AR R SE A 8 B0 W S A A o AR TSR P 0 55 AT R S ) fR R IR T
S (10 e 2 0 PR S P (1 1 750 B B X e 7 g AR A ) — 285 0 T LA A/ (R 70 A/
S B IR IR B0 A ST s 00 B A 2806 T -

[0128] QAR ST A Y R A TS o A7 B 317 A2 i A S TR B

(01291 KRR 53 A Ui B, 15 WA S B sl AR Oy 53— L T ) — B 70 O R T “e 87 2 1 4
fhrbeke BREA YD) AT RIS A TR 12 R 5 1058 [ o ek 5 B AT BLAEAE o) m] A a4
R AR o Bl 53— e 5 R A A PR e 58 258 [ A PR O S e R A & s M8 AP 1 e i 2 [
(ERTTEUIE- A8 NUNE- N E- NI IE- I Ve N e~ e e - Je NN P
JRHE R 2,2, 4- R IORE BB BSOS

[0130] 44 5E v ARG AR ™ 22k [T (4 7 491 2 IO Q2 A 4 DL TR S T 1) — sl 22 il - e
B 95 A g AR (WP CL\Br 1) < AR e JiE (W1CC1,BLCF,) bt Uk  Be it ik  J2 0k R B (-
COOH) b4 BB E (-C (0)R) b Kk B A& (-OCOR) &2 (-NH,) %2k H k5 (-NHCOOR - B -
OCONHR-) « Ji% (-NHCONHR -) BRI BE (- SH) o £EA A B ) — LU St U5 8 7, Je B0 dn s Ak ml
PRJeBE U ok R IGE IRIE U ER T b e L R AR B 05 ik (i s ) BITEAR

[0131] RSO BB Dy 5y — 2k B — A0 20 ORI “BA e k™ R 4R 3 294 (Lik3 %7
AN B S5 1R 5 2 PR AR ) AR50 4 A VLR R 30 o S B8 0 T 4 B T LA R AR 2
S BRAL , e AT AU B, BRI 3R Bk 2 18 BT — A A BN U (X8
I AZHUREE I B o AR e 2 AR e e I 2 L Bl (AR U VU (=0) R B
B BRARKEEE | -COHL -C (=0) H.CO,- fidk . -C (=0) e 5 & . =N-OH, =N-0- kg 4= . 75 56 A
J5 3 IR -NR'R” . -C (=0)NR’R” . -CO,NR’R”,-C (=0) NR’R”-NR’CO,R”+-NR’C (=0)
R”.-SO,NR’R”H1-NR"SO,R”, FerpR ™ AIR” ¥ 6 — A7 e B S e J S U R e B A3 A
B, BER IR — T A A B 9T
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[0132]  fEASCH B EAE R oy — R I ) — 30 0 RS I 57 2 f8 & A 2 2 12 B J5 1~
ﬁ&—%ﬁ&m%ﬁﬁﬁ%\S'Z’ﬁéﬁjzﬂﬁtlél’mﬁoL%ﬁﬁﬁlEﬁ;MﬁJ@J%. CIEHEE RN EE -
Mtk PR 2 F - T - TSR 2 T 3 TR - R 2 T 3 L3
DM ARG - O 2- O 28 . 3- O 2t 4 - UG 5 - UM L 1 - BRI 2 45 J 2
AT DAFEATAR] o] FH ()32 4 Rl A o 0 22 P 7= 491 ek OO A % DA o e 2 i 71 L ) S 42
F[A, HF HICHAFECI R CTIN e FL L (4], anPA P 2% V3R R AEA O 3 , FovmT DLt — 22 5] dn
VAL RS
[0133]  RE “BRAL” 28 R B R L ], KB A — e 2 DA AR - kg, b &2
IR = IR FEC2- O8I L C2- COMRFE FIC2-CAlRIL , A4 B B A 2-84 . 2-6 B}
2- AR T o BRI I T B G £ 28 T 28 S TR 28 TG 2 L 7 T 2 L A SR N O o
F BRI T DLAE AR A AT P A3 2 A A AR o B 3 1 2 ) 1 BUAR 3 A0 5 DA de i i 471
H AL S ], an g s e SR R R A A5 O SR T R AR T e TR E A AT AL A
R4
[0134]  FRMERAE Ny 55 — LB I —EB o0 RS “be S8 L7 Ronilid S Bt (-0-) A i
AR A e I A L A3 i e SR B B 1 - SN R T o X SR A ) S A - AR L
ALV IENESE RS IR TR TR A T AR BT S R R L R A
IE AR PR VRS IR PR | IR R N2 - £ B AR A
[0135]  RE Wt 45 40 tH MR e 42 1 0 b P 3 1 Joe 0 25 [ o e 30 1 e S R P o ot s
e Horb b LI A 28 bl R IR R e ) B [ o DR E I e i B A 1 2R 8 Bl S 1 o IR S 3 (AT 1)
S ELEE RS L AR L IE I RREE L IE T ML,
[0136] A SCAE I ARAE “EAR” 48R (C=0) JE[F A N AR TS b J& 1 BB 3 11 S84
B FH-CH,- A N -C (=0) -,
[0137]  FEARSCH B ERAE D g — 3 B — 3 70 RIS “Je A B Ot R i e Sk s &
e B o e AU B A Ak 141 | 30 - C (0) ORFR 73, He b RIE [A] 2 FL B Bl S BECL - C e it (R e 2
i
[0138]  FEASCH B BRAE S g — 35 B0 — 350 7 R RS e i i ™ 2 7 e ek 0 ok i []
B BE i o bt i Bk 3L FE ] HH - C (0) R , HorhREE A 2 B4 B HECL -COe it A e ik . 05
e
[0139]  FEA S B Bl AE O 5 — 3 B — 30 7 R RS “Joa It 280 27 3R 7l o B B e 5 1)
RCOO- 2 [4] . e Ik 4 2k 22k [4] H 2URCO0 - 27, He i REE (4] 2 B FE B HECL - Cobr ik A b 2 L 75
S NP
[0140]  FEA S B BRAE DR g — 3 B — 30 70 R RS “Joa o 28 27 3R 7l i s B e 5 1)
RCONH- 2 [41 o Joe Pt 2 ik ik [4] 1 sURCONH - 7% , JL P REE A & ELBE B BEC - C et A e 2k 57
R
[0141]  FEAR S B ERAE DR g — 3 B — 30 70 RS “05 B b 287 Romadd an b B ik Je
FEE ] (BN 55) B 95 .
[0142]  FEARSCH BLMEGAE N oy — FE T — 30 20 P RE “05 287 2 48 B 2R BN 75 3 (f51)
R BRI R R SE) D& () B [ (il , 280 HERRSS) BRI, S S A b — 1 A
BZRANE T, Kb AR 2 AN XFER, Kb &F 2 220051, fEAH AR IR 1
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Z R B B 2R B 2 (AL B A A2 (JLPR) WU o 5 J v DM e ol — > 52 AN R AT EUAR,
R AR EART X3, W1 Br FECL; bekk, i Ak | 23k Y3 e 580, o PP A
LK R I s PRI S R I 5 e AR I P 0 s O 5 A U s o s U s IR e 0 5 O 3
5 A s T Je LS (0) L (m=0.1.2) A -

[0143]  RiE“F5 & " 248 BT B oA A8 VeGP SL 5T 70 1 SR, HASE 1t I 2
TEUE I SR 254, 49 K eku 1 e 25 ¥4 PR A2 0E 12 o

[0144]  FEARSCH BB ERAE Dy 57— B IR — 3070 RS “& 37 2 45

[0145]  -NH2, “ZHL" AT AT A — A my A~ B R B AR, P BROARRS mT LR R AN [
PUPSE- e R Ve W WS NV SV T SE SR N S G YR 7 N ¢
B A E R bR | o AU EE ER R e AR AR e B VR E L R B R L X B U AT LA
i — BRI AL H BT A o 35 50 i B AR o 7 — BB St 7 R, J B R L
B A LAY N - P 2 BN - 2 8 PR B AT A2 o

[0146] Rl “Pe Rt A" £ 4520 (SO0,) - bR iy B, H b B Ji 1 934 i A ik it , be e
R PO C 5 2 A 1 22 6 SR R C 1 - C6 Joe Jak ek I o FHY SR it P i Oy — P ARG 3R 1A 14D e s i
A,

[0147]  RiE“IRJET7 28 BRIK Z SRR J5E 1, 5120, N 0BLS

[0148]  FEA ST B b B Ay 53— B B — 86 0 RS “J 05 527 2 48 B ) A1 AR U
75 B IR 5 B6 7T FL A L ] L 91 0 Tu XA B A DL L AE /b — AN IR rh By 2 /b — AN R R (0.8
BUN) (112 1470 =B 5 A 28 R 1 (R 2% 07 2R BN PR AT 5 A — A sl A 80 1 B 5
T EESH 2 UANRE T, KRR R T RS HOy 4 8E D, IF AR
HAZED—MRIET .

[0149]  FEA ST B ph Bl A Dy 53— B B — 86 0 R “IRBA” Bl “ TR PR b 527 2 4 26
HH R — AN ST B 38 E O SERNFR R J5 T B O b 25 (JEDS A 150 o 1% “R3” AR 1 234
A HEFE (pendant) BRERFE , Horp &2/ — AN (B, — AN EREZ AR TR R 7, JF B3
RINE T RNRIET) 2] DRAR G BRI , X G 28 A] DLAE — A2 A a] AR
L B — AR AN FE B, P 8 M7 ik B e (DL AR bt L)  Ze3h b 2t L = 05
BB (LIRIR e ) s L e i e i (PRI b R 2 )  — b R (Dhike fe
R ) VR AR AR (D0 = A FF ) L A | 2 R A | PR e SR B R L b
R AL o BRI (DLIR AR e I e R ) o S b 2 (R e {1 4 e A 2 5 IR bt
) eSS BRI (DL IR e e R A ) e B S (DL IR o B i AL ) A% 8 (fLike
IREE) , FITIR I HEAT A% A o AR L IR o e AR 2% o SRR DA o e PR R [ 36 5 7T A& R A AT
IR T IEH: , SR 215 2R AL & W0 N- B ) A PR B 2 A Oy U e
[0150]  JEH, I EL B 1 -4 R R T FE RSt 7 =, AR B 182N R R 1
AR E S A 3RS NI (FEFE LS U7 R A T R BT A IR L I S
A IR B IA B 2 P 5 9 2 14 kSR T A PR R A, OF HAZZR M5 —
AP B AR R R A R T o “IRI B TR PR e (4] ) S L A R B R E |
L R L B A I AR < AL 1 ot K 5t (imidazolidine) FNMEMEEE (thiazolide)

[0151]  GrA A Y IR 1 “HUAREE” 48 5 IEOGE I 70 T WIS T IL M & 1 7 78870 .
i, “BRBCACEE” AT DU G e 21 be 2 i AR08 25 B ST I 1 10 FL A 5 A )58 95 1358 90
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SR NI RR  JE 1 (PRI AR B EUR 1) Se B & o

[0152]  4pnASCASE F B ARAE “AEde iR ) B4 75 5 L 20 A 28 al AR L [ T fE — ANl 2 A m]
HUARHIAL B A — A B2 AN LA, BT id 3 M7 %k 5 ek (LR b dt) | be s (T
ARG A AL) 2 b R S (L A 1260 ) b e (it 1 2670M%) -
FIE L A R AR A (DRI =3 R e MR S B At R R B A L e R B K
B RS L A (PRI e B e G L) o SR R be It (DR IR AR e SR SR AR R e ) L o A 2
Pk (RIEAR e A I R IL) e ke A It (DL (R G be B AL k) A0 05 3 (DI R ER) , Firik
77 AT e LAY T 2R ARG AR 2 o S 3 HAR o A e ) BA R AR, FH R B 0 B XA BA X
7SRRI, Fo R XOR AT e 1) A 2 ) s R B AT AR 1 A 9 0 2 2 34N 1k 5
R B AR BAR

[0153]  AEPASFEBERURF S Z AR AT = (“-7) FH T ROR BURER (388 55 . 491 1, - CONH,
T A AL T 2R IR NI R 2R T RN LB R G P T TR B T DL B
B R

[0154]  RiE “SZ ORI I7 248 1% 5 H A T2 40 7% 20 CLHERR 32 T3 7 s A A 5 BB 1 Rl
N o 7 & B AR H AR K, F S E AR HEZRER (WGreene, T.WEE N ,Protective Groups
in Organic Synthesis,John Wiley&Sons,New York (1999)) , ¥ MAS EE i i\ 1R Bll4} % A
KA P A G R4 2L ] .

[0155]  #R4E B AR H 1, ik BN R 2], Br UH 846 A 2] BLS 2220 — Fh HoAth 2593 1571
HE (TEAR N B 7R 2510 ) b B 7R R 07 28 7h) , BAS sl i (Rl B A v 97 M TR D7 80
B8 2 YR R A3 TR VA R R R DR B e A T Bt P HE R IR B, SR T, AR B e A
FEIEH T A

[0156]  [AILL , BT F0UHA 4 24 W 2H 6 400 e o) 0 4 G ok A ) 40 & 4 CRIME e 1 oA 254
EYER) 5 A G N E R — AL AR L 25 W) 20 & W, Hod B O 46 S A ik LA Rah
J7 BRI 5 w5 PR R IURE AH 5% 1998 (L B0 T8 R FEA7AE

[0157] A B 3 @SSR AL 7 H T & H 1697 5 i PRIR I E B KURH 5 1R 95 0 1 254
HAEWIE YDA YA T2 B B ) 77 V5 v R FE L i 5 24 2 BT 352 B 2k DL &%
MBI 2 27 T 452 1 3 1 11 R ) 741«

[0158]

A1

[0159]  FEXFELE WA P , - XA LA -0, -0R+-0C (0) R+ -NH,+.-NO,-SO,R -
CN.-S0,H.~CHO~-COOH. -COC1+~CONH,~-F+~C1\-Brak -1, 3 A -Ru] L& -H\-C,-C, b =5k -
Cy-C o HUAESE s Forp -R, AT LR - SR -H; JF HE A -R Ry -R AR H RSB [ -H. -
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G~ -Fy=CLy-Bry-1.-CN\~C,~C, -kt .C,-C - 75 56 HUR A -C,-C, - F5 25.C,-C, - B L - 7
B HRHE-C-C - KR RIS - =R AL -C-C, - BEME AL L -C - C - BEi B | -C, -C, - ot S itk
Mt dE L -C,-Cy- Ke AL HRIE L -C,-C - JE B 2 FE L -0-Ry+ - S,R, - S0, -Ry« ~NHSO,R F1-NHCO,R , , &
RN BZREE , Honl ML 41 22 3M% H -C -Cy- itk -C,-C - 95 3 -C, -C el 2
IR 3R LhAe-C=C - FR AR 2 57 B (1 3 IR, O HEL P -C-C, - B2 20 7 B P I 0 BT R
[01601 A7 B 3 LA SR AL T I Tl 46 F T30 7 5 v PR IR NUAE S0 KR 2% B9 DL R 25 4)
HEVHIEY) HEVRTT % — LTI 775 AT EFE O ) & A 252 BT 32 i 3 LA
Lo ARG e 24557 1] 32 ) A0 10 el 77U PR 20 % -

[0161]

A 1

[0162]  FEXFEL S S H , - XA LA -0H. -0R-0C (0) R+ -NH,+.-NO,-SO,R -
CN.-S0,H, -CHO- -COOH. ~COC1 \ ~CONH,~ ~F~C1.-Bral - T, J /7 -RA[ LLj& -H. -C, -C, b S mk -
C,-C B e dE s Forbr-R, AT LU - el -H IF LA -R < -R, R, FA-R % H A2 H% 5 -H. -
G~ -Fo=CLy-Bry-1.-CN\~C,~C, -kt 3k .C,-C - 75 5 HUR A -C,-C - F5 55.C,-C, - B L -7
B HRHE-C-C- BE RIS - =R AL -C-C, - BEME AL L -C - C - BEi B | -C, -C, - ot S itk
Mt dE L -C,-Cy- Ke AL HRIE L -C,-C - JE i 2 FE L -0-Ry» - S,R, - S0, -Ry« -NHSO,R F1-NHCO,R , , &
H R T AR AR B ZE L, Hon] DM b 1 234N H -C,-Cy - he Bk . -C,-C - 75 25 -C -Cy- bt
SHIEANET R DAL -C - Cy - FRIE A 7 RE I RE THUAX, JF HLAL P -C - C, - R GT P (1 2% SR T
e H R EEE I B P s S P DRI A REEAF A, BLATT 5 e PRI MUE AR R R DL o
(01631 JbAh, A B T LA SR 1 F T3] 28 20— Fh A7 B /N o R KR P WRALFF) ' e
B H A RIS LSR5 VE o B U 60 75V AT B it FR 7 A R B R B s 2
TR R R

[0164]

X1

[0165]  Forfr,-XH-0H.-0R.-0C (0) R, -NH,+.-NO,~-50,R+-CN.-S0,H.-CHO.-COOH. -COC1 + -
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CONH,~-F+~-Cl.-Bra -1, -RA-H.-C,-C, Kk -C, -C, B 5t s oo -R A -l -Hs IF
HFEr-R, v -Ry~-R FI-Ro % F AL FH -H 510+ -F . -C1.-Br-1.-CN.-C,-Cs- %t d& .C,-C -
P5 e UK -C-C - 586 .C -C - Bedel ik L - FR - R AL L -C - C - Be I 46 | - =80 FH 26 . -
C,~CqFEMt I L -C, -Cy - Fehii 3 . -C - Co- Be LMWL . -C,-Co- be S BB IE . -C,-Co- he Bt A
3. -0-Ry~S,Ry~ ~S0,-Ry~ ~NHSO,R FI-NHCO,R, , F& H -R WK B 25 L, FLAT et 18834 ik
[ -C,-CoHedE  ~CyC - F5 3 -C - Cy - I S8 IR AN 5 38 LA B -C - C, - R FE 2 07 R A R AT HUAR,
FEHIA-C-C, - FRIE A T7 e i I JRL T3k B BT

[0166] £ —SEFHU KISt 7 5 H » A S KT PR IR P W AL B 355 1 15

(01671 URAT Li P4  OATAYE P RISGLT2 ik 44 H 1) 22 /b —Fofr o SR ABLIh , & AN TUA) 17 241 45 il
70 AZ 2 B B 5 A R R B A S R — i 5 22 P T URAT LI PR RO 5 4 . — Pl
A1 OAT A (K146 5 W0 A/ B Tl B2 A i 9 SGLT 235 Mk (K146 540, I LA (R 4L 1 51
A FEIT A A TR L o

[0168] A B T BULSE M T TR YT &> — R 03T B /INVE I PR IR BRI s
H AT B0 O IRAE BT AL 4 S LA WA 5 325 o P T IR 7 32 4 i P A 2SR 1
B 255 BRI DL R AR s 252 BRI sk ML 59 -

[0169]

X1

[0170]  H+1,-X>A-O0H.-OR.-0C (0) R+ -NH,+-NO,~~SO,R+ ~CN -SO,H. ~CHO- ~COOH. -COC1 . -
CONH,~-F+-Cl.-Bra -1, -RA-H.-C,-C, K= -C, -C, MR 5 s Horp -R A -l -Hs IF
HFA-R Ry R FI-R S F AL HEE ] -H -5, -Fo-C1.-Br-1.-CN.-C,-Cy -kt .C,-C -
P5 e UK -C-C - 9586 .C -C - Bedel ik L - FR - R JE L -C - C - Be 4L | - = g0 FH 26 . -
C,~CqBEMt 2L L -C, -Cy - Kl 3 . -C - Co- Be MWL . -C, - Co- be S BB IE . -C,-Co- he Bt A
3. -0-Ry~S,Ry~ ~S0,-Ry~ ~NHSO,R FI-NHCO,R, , F& o -R WK B 25 L, FLAT et 18834 ik
H-C,-Cy-Hidk . -Cy-C - F5HE . -C -Cy - St IR 1 32 LK -C, - C,p - FRHE A 55 B 1)k ATHUAR
FEHIA-C-C, - FRIE A T7 e b I JRL T3k B BT AL

[0171] AR ERLESR AL 7 A SR 22 Bl e i & -
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[0172]

X 1

[0173]  FESXFERIM A, -X P U -OH\ -OR -0C (0) R+ -NH,++-NO,+ ~SO,R+ ~CN+ -SO,H. -
CHO.-COOH.-COC1.-CONH,-F-C1.-Brl- T, Heir -RAJ LS -H. -C, -C, Fedk 5l -C, - C, J AR Kt
ey For R AT DA Sk -Hs IF HL A R, VR, R FI-R % E O H%E H -HL St -FL-CL. -
Br.-I.-CN.-C,-C, -kt % C,-C,,~ 75 5 HURIM -C,-C - F7 5EC,-C, - beleldE - FR - -
C,-Cy- B T BRI HE L - = F 3L . -C -Cy- Bt 53k . -C -Cy- hihii Bt . -C -Cy- e AL A 5L . -C, -
Cy- Wt A IERRIE  -C,-C - Ii B SE . -0-Ry+ SR, ~SO, R~ ~NHSO,R, F1-NHCO,R, , FH1 -R AT LA
FE RSB ZR I, Honl DARIE b 1 223Nk H -C -Cy - fidk  -C-C - I7 5 -C, -Cy- Be M EE A
AR -C,-C, - FRFE AL T BE A FE AR, JF L -C - C - R RE AR 0T T I A T R A
=

[0174] AW ERBURHR B T _EaB AL & VAR 25 W)t 26 v 10 ik o 8 — LS T A0 S it 7 5
L BT A S AT R8T 5 e PR IR I BRS XURH 26 R0 DL PR B A7 AE o SR AR 5 4 th m]
THRIT 5 v PRI MURE AR SRR DL o £ 1 B 53 A 3 AR Bl 3R 1 N P9 R URAT 13
Vo BeAh, I T IR AL & YIR] B T30 7 S JE R URAT LI % B4 3 AR P9 E B0 o

(01751 BRARLE LR 30 A BARA UL A, 75 U A A S50 I 5 R B i AR BUR 225K 4 SC A By
AP AR AN S B A S SR AE RS L A BRARFE B R SR A BB,
T MAIAEASCUE B AR A .. R SRR HRITE. L 7
(01761 b, BAE £ R 3o Ui 75 A ST Y AR MBI 2" 5 7518 EIR Rk
CHL R PR SR AR IR P 8 A L i) A0 ) B2 A 3B (L rp 22 b — NN ST T S Te P
Z[8]) o BRI AZARTE IR A - RER [F) SUAE

(0177 L85 75 S rh, I 10 R SR R 7 A A W 2 8 S 75 5 (R s A7y 1A
PR (AR FEE) 5 SN2 A 58 (R K I B g D #F — LA DL R ORI “0™ A o [RL I, 1 — s
Jiti 75 S8 F A - U0 Y A5 A B PR 225K A5 o 7 H R BUE S SO BME L i3 fME T BAAR
i FL AR St 7 58 B3R RAT I S0 SR A ST AR A o 7E — BUS T S, IR AE 2 BN AR S
T 5 AR08 ) B I a8 P 3 388 ) i N B ARR R o SRV I R A i W ) — B S
7 G A GE 2 N Pl 2L Y0 B AN 2 MO A AR, (H LA St 51 8] 3 P 8BS mT RE G A AT
W o FEA KW — Lo S 75 S8 P SR B AUE AT RE AL 5 S AR IR 22, IR AR R LA
PRI 00 B o i A7 A B R T O 22 51 AR ) o e Ak, AR TR SCRR SR B, 75 AR ST 3 f BT
E S N PR Dy B FL i s, I L T s el 2 A R g A 5 78 Lk b P S B . SR A0
i, BrAR BN SCHR A S 15 U BT AT B 4 A S AN B TR EL

[0178]  [Kit, & ATF 7 H T8 T7 & IR IR MUAE B KA 590 AL RN 5 125 o SR T,
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TAGULEARN 110 5 IR AN B AR IR IR 0L B S 2R (1A e 22 4h
158 2B 52 T RE IR o IR, BRAS R B RS 1 2 b S A B 3 A 32 BR ] U A, FE AR A
WIS, BT AT AR TR I BL A B 32 1R A fie 5 B 30— B0 s sC2EAT iR o el L, R “ 8 A
“RLAE" N AR AR SR 7 AR A AL B R FLAE R B g1 o A o BOb IR
AT UAAEAE S BAE Y 55 R B 5| K At oo i L BOb R AT AL 6
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